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CL AIM LISTIN G: 

1 (Currently amended) A compound comprising Formula I: 

1 

wherein: 

X is carbon or nitrogen; 
Y is carbon; 

and X-Y considered together are two adjoining atoms of the ring A, said ring being a fused 
aromatic ring of five to six atoms per ring optionally incorporating one to two heteroatoms 
per ring, chosen from IM, O, or S; wherein, when X is nitrogen, the bond between atoms X 
and Y is a single bond, and when X is carbon, the bond between atoms X and Y is double 
bond; 

Z is -C(O)-; 

each R is independently selected from lower alkyl; 
U 1 is selected from: 

hydrogen; lower alkyl; 

aryl; arylalkyl; arylaminocarbonyl; wherein the aryl group is optionally substituted 

with one to two substituents seleeled from lower alkyl, halo, cyano and lower 
alkoxy; and 

hctcroary] or beteroaryUlkyl, wherein the aryl group is optionally substituted with 
one or two subatitutcnts substituents selected from the group consisting of 
lower alkyl, halogen, cyano, and lower alkyl; 
R 2 , R\ and K 4 arc each independently in each occurrence selected from; 
hydrogen; lower alkyl; 
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cycloalkyl or cycloalkylalkyl, wherein the cycloalkyl group is optionally substituted 
with one, two, or three substituents selected from the group consisting of 
hydroxy, cyano, lower alkyl, lower alkoxy, halo-lower alkoxy, alkyllhio, 
halogen, haloalkyl, hydroxyalkyl, nitro, alkoxycarbonyl, amino, alkylamino, 
alkylsulfbnyl, arylsulfonyl, alkylaminosulfonyl, arylaminosulfonyl, 
alkylsul fonylamino, arylsulfonylamino, alkylaminocarbonyl, 
arylaminocarbonyl, alkylcarbonylamino, arylcarbonylamino, and phenyl 
optionally substituted with one or two substituents selected from the group 
consisting of lower alkyl, halogen, cyano and lower alkoxy; 

aryl or arylalkyl, wherein the aryl group is optionally substituted with one, two, or 
three substituents selected from the group consisting of hydroxy, cyuno, 
lower alkyl, lower alkoxy, halogcn-lowcr alkoxy, alkylthio, halogen, 
haloalkyl, hydroxyalkyl, nitro, alkoxycarbonyl, amino, alkylamino, 
alkylsulfbnyl, arylsulfonyl, alkylaminosulfonyl, aiylaminosulfonyl, 
alkylsulfonylamino, arylsulfonylamino, alkylaminocarbonyl, 
arylaminocarbonyl, alkylcarbonylamino, and arylcarbonylamino, or two 
adjacent atoms of the aryl ring can be substituted with a methylenedioxy or 
ethylenedioxy group to form a fused hctcrocyclyl ring; 

hctcrocyclyl or hctcrocyclylalkyl, wherein the heterocyclyl group is optionally 
substituted with one, two, or three substituents selected from the group 
consisting of hydroxy, hydroxyalkyl, oxo, cyaJio, cyanoalkyl, lower alkyl, 
lower ulkoxy, alkoxyalkyl, halogcn-lowcr alkoxy, alkylthio, halogen, 
haloalkyl, nitro, alkoxycarbonyl, amino, alkylamino, alkylsulfonyl, 
arylsulibnyl, alkylaminosulfonyl, arylaminosulfonyl, alkylsulfonylamino, 
arylsulfonylamino, alkylaminocarbonyl, arylaminocarbonyl, 
alkylcarbonylamino, arylcarbonylamino, and phenyl optionally substituted 
with one or two substituents selected from the group consisting of lower 
alkyl, halogen, cyano and lower alkoxy; 

heteroaryl or heteroarylalkyl, wherein the heicroaryl group is optionally substituted 
with one, two, or three substituents selected from the group consisting of 
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hydroxy, cyano, lower alkyl, lower alkoxy, halogen-lower alkoxy, alkylthio, 
halogen, haloalkyl, hydroxyalkyl, nitro, alkoxycarbonyl, amino, alkylamino, 
alkylsulfonyl, arylsulfonyl, alkylaminosulfonyl, arylaminosulfonyl, 
alkylsulfonylamino, arylsulfonylamino, alkylaminocarbonyl, 
arylaminocarbonyl, alkylearbonylamino, and arylcarbonylamino; 

hydroxy; hydroxyalkyl; alkoxy; alkoxyalkyl; 

halo; haloalkyl; cyano; cyanoalkyl; and 

-(CH 2 )o-3Nk'K"; -C(-N1J)-NR'R"; -N-C(=NR')-R"; -N=CR'-NR'R"; -SOaNR'R"; 

-NS0 2 R'; -C(0)R'; -C(0)NR' R"; or -NC(0)R'; or N-R"'; 
wilh Ihc proviso that if A is a benzene ring, at least one of R 2 , R* or R 4 is not 

hydrogen; or 

U 2 and R\ if adjacent, taken together with the carbons to which they are attached may form 
a 5- to 7- mcmbcrcd aromatic, saturated or unsaturated ring, optionally incorporating 
one or two ring hcteroatoms chosen from N, S, or O, which can be optionally 
substituted with one or two substiftrtente substituen ts selected from lower alkyl, halo, 
haloalkyl, cyano, alkylthio, and lower alkoxy; and 

R' and R" are independently in each occurrence selected from: 
hydrogen; lower alkyl; substituted lower alkyl; 
hydroxyalkyl; alkoxyalkyl; 

cycloalkyl, wherein the cycloalkyl group is optionally substituted with one, two, or 
three substituents selected from the group consisting of hydroxy, cyano, 
lower alkyl, lower alkoxy, halogen-lower alkoxy, alkylthio, halogen, 
haloalkyl, hydroxyalkyl, nitro, alkoxycarbonyl, amino, alkylamino, 
alkylsulfonyl, arylsutfonyl, alkylaminosulfonyl, arylaminosulfonyl, 
alkylsulfonylamino, arylsulfonylamino, alkylaminocarbonyl, 
arylaminocarbonyl, alkylearbonylamino, arylcarbonylamino, and phenyl; 

aryl or arylalkyl, wherein the aryl group is optionally substituted with one, two, or 
three substituents selected from the group consisting of hydroxy, cyano, 
lower alkyl, lower alkoxy, halogen-lower alkoxy, alkylthio, halogen, 
haloalkyl, hydroxyalkyl, nitro, alkoxycarbonyl, amino, alkylamino, 
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alkylsulfonyl, arylsulfonyl, alkylaminosulfonyl, arylaminosulfonyl, 
alkylsulfonylamino, arylsuirunylamino, alkylaminocarbonyl, 
arylaminocarbonyl, alkylcarbonylamino, and arylcarbonylamino, or two 
adjacent atoms of the aryl ring can be substituted with a mclhylenedioxy or 
elhylcnedioxy group to form a fused heterocyclic ring; 
hetcroaryl or hclcroarylalkyl, wherein the heteroaryl group is optionally substituted 
with one, two, or three substituenls selected from the group consisting of 
hydroxy, cyano, lower alkyl, lower alkoxy, halogen-lower alkoxy, alkylmio, 
halogen, haloalkyl, hydroxyalkyl, nitro, alkoxycarbonyl, amino, alkylamino, 
alkylsulfonyl, arylsulfonyl, alkylaminosulfonyl, arylaminosulfonyl, 
alkylsulfonylamino, arylsulfonylamino, alkylaminocarbonyl, 
arylaminocarbonyJ, alkylcarbonylamino, and arylcarbonylamino; 
hctcrocyclyl or heterocyclylalkyl, wherein the hctcrocyclyl group is optionally 
substituted with one, two, or three substitucnts selected from the group 
consisting of hydroxy, oxo, cyano, cyanoalkyl, lower alkyl, lower alkoxy, 
halogen-lower alkoxy, alkylthio, halogen, haloalkyl, hydroxyalkyl, nitro, 
alkoxycarbonyl, amino, alkylamino, alkylsulfonyl, arylsulfonyl, 
al kylarmnosulfonyl, arylaminosulfonyl, alkylsulfonylamino, 
arylsul fonylamino, alkylaminocarbonyl, arylaminocarbonyl, 
alkylcarbonylamino, arylcarbonylamino; 
or R' and R" together with the nitrogen to which they are attached may form a 5- to 7- 

mcmbered ring, optionally incorporating one additional ring hcteroatom chosen from 
N, O or S; wherein this ring is optionally substituted with one or two substitucnts 
selected from the group consisting of lower alkyl, halogen, cyano, lower alkoxy and 
phenyl optionally substituted with one or two subslituents selected from the group 
consisting of lower alkyl, halogen, cyano and lower alkoxy; 

K^. S eleeted-from hete«N^yl-<**kwwH^ 

4Vew-th^rottp-6«fHiteti ng of hydr oxy , oxo, cya n o, cyanoalk yl,- lower ulky l,-md 

low er nlkoxy; 
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or individual isomers, racemic or non-raccmic mixtures of isomers or pharmaceutical ly 
acceptable salts or solvates thereof. 

2. (Original) The compound of Claim 1 , wherein X is carbon. 

3. (Original) The compound of Claim 1 , wherein X is nitrogen. 

4. (Original) The compound of Claim 1 , wherein R 1 is hydrogen. 

5. (Original) The compound of Claim 4, wherein X is carbon and A is a fused aiy) ring. 

6. (Original) The compound of Claim 5, wherein A is a fused benzene ring. 

7. (Original) The compound of Claim 4, wherein X is carbon and A is a fused heteroaryl ring. 

8. (Original) The compound of Claim 7, wherein A is a fused pyrimidine ring. 

9. (Original) The compound of Claim 7, wherein A is a fused pyrrole ring. 

10. (Currently amended) The compound of Claim 9, wherein R ? and R* taken together with ihc 
carbons to which they arc attached form a fused benzene ring, optionally substituted with one or 
two substitute s subsl itucnts selected from lower alkyl, halo, haloalkyl, cyano, alkylthio, or lower 



1 1 . (Original) The compound of Claim 7, wherein A is a fused pyridine ring. 

12. (Original) The compound of Claim 7, wherein A is a fused imidazole ring. 

13. (Original) The compound of Claim 4, wherein X is nitrogen and A is a fused imidazole 



alkoxy. 



ring. 
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14. (Previously presented) The compound of Claim 4, wherein R 2 is -(ClI 2 )o 3NK'I<" or 
-Sl^NR'R", and wherein R' and R" are independently in each occurrence selected from hydrogen, 
lower alkyl, substituted lower alkyl, cycloalkyl, aryl, arylalkyl, heteroaryl, and hcleroarylalkyl, or 
R' and R" together with the nitrogen to which they arc attached may form a 5- to 7- mcmbcrcd ring, 
optionally incorporating one additional ring heleroatom chosen from N, O, or S. 

1 5. (Previously presented) The compound of Claim 6, wherein K 2 is -(CHzViNR'R" or 
-S0 2 NR'R", and wherein R' and R" arc independently in each occurrence selected from hydrogen, 
lower alkyl, substituted lower alkyl, cycloalkyl, aryl, arylalkyl, heteroaryl, and heteroarylalkyl, or R' 
and R" together with the nitrogen to which they arc attached may form a 5- to 7- membered ring, 
optionally incorporating one additional ring heleroatom chosen from M, O, or S. 

1 6. (Original) The compound of Claim 1 5, wherein Z is -C(O)-. 

17. (Canceled). 

1 8. (Previously presented) The compound of Claim 6, wherein R 2 is selected from the groups 
-C(NI l)-NR'R", -N-C(NR>R", and -N=CR'-NR*R", and wherein R' and R" arc independently in 
each occurrence selected from hydrogen, lower alkyl, substituted lower alkyl, cycloalkyl, aryl, 
arylalkyl, heteroaryl, and hcleroarylalkyl, or R* and R" together with the nitrogen to which they are 
attached may form a 5- to 7* membered ring, optionally incorporating one additional ring 
heleroatom chosen from N, O, or S. 

1 9. (Previously presented) The compound of Claim 1 8, wherein Z is -C(O)-. 

20. (Previously presented) A compound of Claim 6, wherein R 2 is aryl or heteroaryl. 

21 . (Previously presented) A compound of Claim 6, wherein R 2 is alkoxy, eyano, or 
cyanoalkyl. 
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22. (Previously presented) The compound of Claim 8, wherein R 2 is -(CH 2 )o-3NR , R" or 
-S0 2 NR'R", and wherein R f and R" are independently in each occurrence selected from hydrogen, 
lower alkyl, substituted lower alkyl, cydoalkyl, aryl, arylalkyl. heteroaryl, and hctcroarylalkyl, or U* 
and U" together with the nitrogen to which Ihcy are attached may form a 5- to 7- membcrcd ring, 
optionally incorporating one additional ring hctcroatom chosen from N, O, or S. 

23. (Previously presented) The compound of Claim 22, wherein R 2 is -NR'R", ajid wherein R' 
and R M arc selected from hydrogen or alkyl, or R' and R" taken together with the nitrogen to which 
they arc attached may form a 5- to 7- membercd ring, optionally incorporating one additional ring 
hctcroatom chosen from N, O, or S. 

24. (Original) The compound of Claim 22, wherein Z is -C(O)-. 

25. (canceled). 

26. (Previously presented) The compound of Claim 13, wherein K 2 is -(CJ l^NR'R" or 
-SOaNR'R", and wherein R and R" are indepcndcnlly in each occurrence selected from hydrogen, 
lower alkyl, substituted lower alkyl, eyeloalkyl, aryl, arylalkyl, heteroaryl, and heteroarylalkyl, or R 1 
and R" together with the nitrogen to which they arc attached may form a 5- to 7- membered ring, 
optionally incorporating one additional ring hctcroatom chosen from N, O or S. 

27. (Original) The compound of Claim 26, wherein Z is -C(O)-. 
28 (Canceled). 

29. (Previously presented) The compound of Claim 1, wherein the compound is: 
6,7-dimcthoxy~2-(5-(4-mclho 
4-one; 
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6J-dimelhoxy-2-[7-(4-methoxy-phcnyl)0,4-di^ 
4-onc; 

6/7-dinicthoxy-2-(4-tnorpho1in-4-yl-5,8^ 
quinazolin-4-one; 

6J-dinicthoxy-2-(5-pyridin-3-yl-3,4-dihydro-iy/-isoquinolin^2-yl)Oy/Kiuina/.t))in-4-onc; 
2.(4-bcn7ylttmint)-5,8-dihydro-6«-pyrido[3,4-</Jpyrimidin-7-yl)-6,7-dimethc)xy-3/y- 

quinazolin-4-one; 

6J-dimclhoxy-2<5-pym>lidin-l.ylO,4-dihydro-17/-isoquinolin-2-yl).3//-quin87olin-4-onc; 
6,7-djpneth<)xy-2-(5-pyridin-4-yl-3 ) 4-dibydro-1W-isoquinolin-2-yl)'3//-quinazolin-4-one; 

6J-dimethoxy-2-(5-pyrimidin-5-yl-3^dihydro^^ 

2^6J-djnicth<)xy-4-oxo-l,4-dihydn)-quinazolin-2-yl)-1,2,3,4-lctrabydro-is(>quinolinc-7- 
sulfonic acid (2-pyridin-2-yl-ethyl)-amidc; 

2<6j-d»methoxy-4-oxo-3,4Hlihydro-quii)azoliiv2-yl)-6,7-diincthoxy-l,2,3,4-tclrahydro- 

isoquinoline-5-carbonitrile; 
6/7-dimethoxy-2H5-(iyy-pyrroJ-2-yl)-3/Udihydro 

one; 

2-[5K1//-imidazol-2-yl)-3,4-dihydro-^ 
one; 

6j-dimelhoxy-244-(4-niethyl-pipcrazm-^^ 
yl]-3//-quinazolin-4-one; 

6>(limclhoxy-2-{4-[(2-mclhoxy-cthyl)-)nethy]-amino]-5,8-dihydro-6//-pyrido[3,4-^- 
pyiimidin-7-yl}-3/y-quinii^olin-4-one; 

67-dimclhoxy-2-l5-(niorpholinc-4-sulfonyl)-3,4-dihydro-iyy-isoquinolhi-2-yl>3//- 
quinazolin-4-onu; 

6J-diinethoxy-2-(4-pipciidiii-]-yl-5,8-dihydro-6yy-pyrido[3A^pyritnid»n-7-yl)-3yy- 
quinazolin-4-one; 

6 ) 7-dimctboxy-2^5KI-morpho]in-4-ylHni;lhanoy])0 > 4-dibydro-3/y-isoqiiinolin-2'y)]-3y/- 
quinazolin-4-one; 

6,7-dimethoxy-2-( 1 -phenyl- 1 ,4/> J-tclrahydro-jmida74)r4,5-c]pyridin-5-yl)-3/7-quinazolin-4- 
onc; 
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2-[l-(4-ch1oro~phenyl)-l A 6 , 7 " 1 ^^ 
quinazolin-4-onc; 

6,7-dimclhoxy-2<l-naphthalen-2-yl-M^ 
quinazolin-4-onc; 

6 ,7-dimethoxy-2-[1 -(4-mclhoxy-phcnyl)-] ,4,6 J-tctrahydro-imida7o[4,5-c]pyridin-5-yl>3//« 
quinazolin-4-one; 

2-[l-(3-ch1oro-phenyl)-1 
quinazolin-4-nne; 
GJ-dimethoxy-2-(l-w4olyM 
4-one; 

6,7-dimcthoxy-2-(3-phenyl-5,6-dihydro-87^^^^ 
one; 

2-(3-tydohexyl-5,6-dihydro-877-imidaz^^^ 
4-one; 

6,7-dimethoxy-2-(1 ,3,4^^ 

6 J-diniethoxy-2-(6-mclhoxy- 1 ,3,4 > y^tetrahydro-p-carbolin-2-yl)-3//-quinazoHn-4-oiie; 

6 > 7~dimcthoxy-2-(7Miiethylsulfai^ 

ojic; 

2-(3,4-dihydn> 1 77-2 ,7 ,1 0-triaza-anthracen-2-yl)-6 J-dimcthoxyO/Z-quinazolin^-one; 
^[2-(6,7-dimeihoxy-4-oxo^3 ? 4"dihydro-quina7.oHn-2-y I)- 1 ^^l^-lctrahydro-isoquinolia-S- 
ylJ-cyclopentanecarboxaTnidinc; 

6,7-dimelhoxy-2-(5-niorpholiii-4-y1methyl-3,4 (iihydro-l/f-isoquinolin-2-yl)«377- 
quina/.olin-4-one; 

6/7-dimclhoxy-2-(5-pipcridin-l^^ 
4-one; 

2~[5-(4,5-dihydro-l/7-irnidazol-2-y^^ 
dinicthoxy-3A/~quina'/.olin-4-onc; 
A42-(6J-dimethoxy-4-oxo-3 J 4-dihydro-quina'^ 
yl]-cyclobulanccarboxamidine; 
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iV-L2-(6,7-dimcthoxy-4-oxo-3,4-dihydro^^ 
yl]-butyramidinc; 

A42-(6,7-dimclhoxy-4-oxo-3,4-dihydro^^ 
ylJ-Wi^-dimcthyl-fornrnmidinc; 
6,7Klimethoxy-2^5-(Hiielhy1-4,5-dihyd^ 
isoquinolm-2-yl]-3J/-quinazoJin-4-one; or 
2-[5-(4,5-dihydro-3/f^y^ 

3/y-quinazolin-4-one; or a pharmaceutical ly-acccptablc salt thereof 

30, (Original). A pharmaceutical composition comprising a therapeutically effective amount of at 
least one compound of Claim 1 in admixture with at least one pharmaceutical^ acceptable carrier. 

31- (Canceled) 

32. (Previously presented) A method of treating a subject having a disease state that is alleviated 
by treatment with an alpha- 1 A/B adrenoceptor antagonist, which method comprises administering 
to the subject a therapeutically effective amount of at least one compound of Claim 1 . 

33. (Canceled) 

34. (Previously presented) The method of Chum 32 wherein the disease state comprises disorders 
and symptoms of the urinary tract 

35. (Previously presented) The method of Claim 32 wherein the disease state comprises 
improvement of sexual dysfunction. 

36. (Previously presented) The method of Claim 32 wherein the disease state comprises benign 
prostatic hypertrophy and the irritative symptoms associated with benign prostatic hypertrophy. 

37. (Previously presented) The method of Claim 32 wherein the disease state comprises pain. 

OR HliN03:// 12304 1 * I - R007UC - Amendment 12-05-03 JJ 



01/05/04 M0N 19:59 [TX/RX NO 5648] @013 



ROCHE BIOSCIENCE PflT ID : 6508555322 JfiN 05'04 16:43 No. 001 P. 14 

. Amcmlrncnl Attorney Docket R0079C-REG 

USSN 10/040.319 

38. (Original) The method or Claim 37 wherein the disease stale comprises inflammatory pain, 
neuropathic pain, cancer pain, acute pain, chronic pain, or complex regional pain syndromes. 

39. (Canceled) 

40. (Currently amended) A compound having the formula, 




O 

wherein: 

X is carbon or nitrogen; 

Y is carbon; and X-Y considered together are two adjoining atoms of the ring A, said ring 

being selected from a fused benzo, pyrrolyl, imidaxolyl, pyridyJ, or pyrimidinyl ring; 

wherein when X is nitrogen, the bond between atoms X and Y is a single bond, and 

when X is carbon, the bond between atoms X and Y is double bond; and 
R 2 , R 3 , and R A are each independently in each occurrence selected from: 

hydrogen; lower alkyl; 

hydroxy; hydroxyalkyl; alkoxy; alkoxyalkyl; 

halo; haloalkyl; cyano; cyanoalkyl; 

cyclopentyl, eyclohcxyl, or cycloheptyl; 

phenyl, phenyl(lowcr alkyl), pyridyl, pyridyl(lower alkyl) pyrimidinyl, 

pyrimidinyl(lowcr alkyl), pyrazinyl, pyrazinyl (lower alkyl), pyrrolyl, 
pyrrolylflowcr alkyl), imidazolyl, imidazolyl(1ower alkyl), and napthyl, each 
of said aryl and hcteroaiyl rings in turn optionally substituted with one to two 
halogen, lower alkoxy, lower alkyl, trifluoromeihyl, mcthylthiol, and/or 
amino; 
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morpholinyl, morpholinyl(lowcr alkyl), piperidinyl, piperidinyl(lowcr alkyl), 

piperazinyl, pipcrazinyl(lowcr alkyl) pyiToliclinyl, pyrrolidinyl(lowcr alkyl), 
imidawlidinyl, imidazolidinyl(lower alkyl), tetrahydrofuryl, 
iclrahydofuryl(lower alkyl), and l-H-pyrimidinc-2,4~dione, each of said 
heterocyclic rings in turn optionally substituted with one to two of hydroxy, 
oxo, lower alkoxy, hydroxy(lowcr alkyl), and/or phenyl, said phenyl in turn 
optionally substituted with one or two substituents selected from the group 
consisting of lower alkyl, halogen, cyano and lower alkoxy; 

'(C1J ? V 3 NR , R M ; -S0 2 NR'R"; -C(0)R'; -C(=NII)-NR»R"; -N-C(=NH)-R"; and 
-N-CR'-NR'R"; and N R'"; 
or R 2 and R 3 taken together form a fused pyridy) or a methylenedioxy or clhylcncdioxy 

group lo form a fijsed heterocyclic ring; 

with the proviso that if A is a benzene ring, at least one of R 2 , R 3 or R 4 is not 
hydrogen; 

R and R" are individually selected from hydrogen, lower alkyl, lower alkoxy, hydroxyalkyl, 
phenyl, phcnyl(lower alkyl), pyridyl, pyridyl(lowcr alkyl), pyrrolidinyl, fury], 
imidazolidinyl, piperidinyl, cyclobutyl, cyclopcnlyl, cyclohexyl, cycloheptyl, 
morpholinyl, said rings in turn optionally substituted with lower alkyl, lower alkoxy, 
cyano(lower alkyl), 5,6-dihydro-2/Mhia/.in-3-yl; 

or alternatively, R' and R" together with the nitrogen to which Ihcy are attached may form a 
piperidinyl or morpholinyl ring optionally substituted with one or two substituents 
selected from the group consisting of lower alkyl, lower alkoxy, cyano, or 
cyano(lowcr alkyl) ; and 
is sel ected from pyrrolidinyl a nd-piperidinylin turn optionally s ub s titut e d wi thnip to-one 
lo wer alkyl, lower alkoxy, c yano, or cyano(4 ower alkyl) , 

41 . (Currently amended) A compound according to claim L|41 j] 40, in which X is carbon and A is 
a fused aryl, pyridyl, or pyrimidinyl ring. 
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